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Abstract of JP 4327587 (A) 

PURPOSE:To obtain a novel compound having 
high chemotherapeutic coefficient and high safety 
and useful as an antiviral agent by reacting a 
cyclopentene derivative with a 3-deazaadenine 
derivative in an inert solvent and eliminating 
protecting group from the reaction product. 
CONSTITUTION* compound of formula I (Y is 
lower alkyl; RV to R3' are OH-protecting group; X is 
electron-attracting eliminable group) is made to 
react with a compound of formula II (R4 is H or 
amino-protecting group) in an inert solvent (e.g. 
THF) in the presence of 2-5 equivalent of a base 
(e.g. sodium hydride) and 1 -2 equivalent of a crown 
ether (based on the compound of formula I) e.g. at 
room temperature to obtain the objective compound 
of formula III (R1 to R3 are same as RV to R3'), e.g. 
6'-C-methyl-3-deazaneplanocin A derivative. 
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30 X, TamJWfcSJnTKStt.5 5 0 %e*SBJfi«Jfe* 
(Tissue culture infec-tions dosis 50% ; TC 
I Dso) &ft^LT*#. ft^^n^TC I Dso© 1 0 

o&m»mm<D<y4)i>zmi o <t i sjfefcm«Lfc«f« 

yV-h-tSaUT, 3£lC3 6l$|lfl. 3 7"C, 5%C 

o ! tt«*l. m®L®T?mm%&®% (cpe) & 
[0041] (2) fg&&m&am%. 

5 x 1 0<jfflg&/m 1 fflVe r o»fi*»JKS-&fc'f- 

sf)v<Dm>\M&mt6wt ( i o xJMMEMte*) » 1 o o 

40 u 1 tttLmtGVlt$:, K«*«l 0 0 u 1 »CJD*T9 
8¥JS7'U-r-*-r7 2^Pb1«*L» f)W*?> 
■iLJUViifr'iyy h*, ^6 5S. Sg5 5-6 3M 
( ). Immunol. Methods, 65, 55~63(1983)) ICE«$ 

wtuTTmizmz «t o jfc»^«)©«i)g»tt£a()£L 
fc. ftj&n&tt. tn^iitt^ 5 o %Mia-r-5SS ( i o 
5 .) tLT^L-fc. dnec&SrfcSBi^icjfc-r. 

[0 0 4 2] 

1 
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& & £ m 



(10) 

ffl^ (MIC) 
(/ig/m I) 



(MTC) 
(us/m 1 ) 



4$gfl¥4- 3 2 7 5 8 7 
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(MTC/MIC) 



6'-;*f*-3- 
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0. 
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[004 3] 

<fc?K, #ISBJ<7)6'-C-7***-6-f71f*:/ 

yjisyh (i) ^snfctn:^<;i/X^ffl^^u 

a. # 

[0044] 

5y5/a*5AK:tt, *** A r t . 9 3 8 5 3/'J*y 

*ft«Bi,fc. 

[004 5] # * #J 1 

[1- WFf/^Mty) if*] HJ:/f*f 
>0D£j&: y-f y7nt;*73>3 2ml (2 3 0mm 
o 1) ***xh5fcHD79> (THF) 4 0 0ml 30 

6M 7f*Uf 9 A- Af 1 2 5m 1 (20 

0 mm o 1 ) ^fgT Lfco 5 MJ 7f *f WW H 
7<H52.8ml (2 0 Ommo 1) Sl^ffltCTfBT 

Lfc<, ism E£«£-7 QX:\z^r^mL. z. 

ftfc7-feh7*f fc H 1 1 . 2m 1 (2 0 0mmo1) 
«*THF 5 0m I CTSRlfcgMITlL 3 

HDA, *^TEjStt£^lJ->2 5 0ml Wz&Wz. 
^*ir>lf£*5 0 0m 1 \ZT$t&L (2 EI) , 40 
f hU*Afc:T<fcji»«, 7yh*7> IpstlUX 

jeet«bi,&. ft&n&aftsjs^b^^u^ so 

m\<D®mtL, N > N-5;^9 1 ;W7-iJ> 10 0ml 
(7 9 0mmol) SrJjnA, 0 tlCT^J* 

U Il:jDn^f;H-7* 2 2.8ml (3 0 0m 

mol) *MTbfc. K*«S*«£t>£U -*a# 

urn -n^2 1 ©^\**>fctttf, »aiL&o. 5 

N-HC l (5 0 0m 1 X 2) , * (5 0 0m 1 X 
1) , fitt&IMcfcf HJSA* (5 0 Om 1 X2) \Z 
T#WBStt»U 7yhv> IpsttB&aU » 50 



#5A (->U*y* 5 0 0 g, -\*-9->-»a*-B-> : 
Bfclf* 2 5 : ICTJSffl) KlTflWU Jtfl^S/ 
Dy^tt«HtbTSHft-&«S»&. 4X12 7.8 
g (W3S%) 
[0046]^JSCT 1 

(2S,3S,4S) -2,3- (-fV^ntrU5r>y* 

-4- [1- h*v*f*:**v) If*] 
- 4 - k Ka^v- 5 - v£ o^>x><Z>£/& : #^0? 
lTHfiStifc [1- yh^y/Wty) If 
*] M):7f *f > 2 1. 7 g (6 Ommo 1) SJS* 
THF 2 4 0ml+JD;L ~CD?g$t£- 7 8ttC#a 
*#Lft». 1.6M n-:/f*Uf£A0^*»>* 
&37.4ml (6 Ommo 1) SKTLfc. 20^ 

£1 5 0 9-1 5 1 2H (Tetrahedron Lett., Vol 
31,1509-1512(1990)) fCttt>TSI»Lfc (2S.3S) 
-2,3- WV^DKUT>?*t'» -5-->jro 
>-4-*> 7. 3 7 g (4 8mmo 1) £6 0 
ml©«*THFfc**U&***, -7 8t:TfgTL 
2. 5BWRM^Tfi6;£i*fc& EJ&KK^Dn 
**A 2 1 £Jn*, *4 0 0ml t^KLfc. ^DD 
**AS*7y hv> I p s$JfS (Whatman ttSS ; ffi 

a*) tcTffljgbm BtttitETfttti/fc. #s 

nfc»it*7 7 7">jLi/'J*y**^A (->u#y* 
4 0 0 g, a,^> : 7-feK>=2 5:1) fcTlMt 
U 10.6g (90%) OS9SayD7^R*Stl/ 

MASS : FAB (Pos.) m/e ; 2 4 5 (MH + ) 
[0 04 7] % IS ffil 2 

(2S,3S,4S) -2,3- WV^Di;uf>?* 
*v) -4- [1- <;* 5/ *f ****>) If*] 
-4-7* h*v-5-->^D^>f >O^JjE : ±SE* 
*0U"e1»ft (2S.3S.4S) -2,3- MV^D 
h!'jT>yt+y) -4- [1- (* h*v*f **f 
-» If*] ~4-tHD + y-5-y^D^>f> 
5.93g (24. 3 mm o I) £t6fl;;<f U> 1 0 0 
m 1 *(CjnA, gfiTMftU -nicM*§m9. 1 7 
ml (97.2mmol), 4 - S^f *75 / fcf U 5> 
> (DMA P) 2. 9 7 g (2 4. 3mmo 1) fttf MJ 
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XW^>13.5 5ml (9 7. 2mmo 1 ) £ilU*. 

fc. Sifter i oBWftjtim z.oRf&m*>?u 

uts)Vh 4 0 0ml 04"\JQA> *80ml \ZTfo» 
btt. *«l*7yhv> I psttKlcrMU « 

tiyk (3/U*y* 90g, a+*> : Btxf Jl^= 
6:1) KirfUSU «Bft-&»«D6ttCDS[ft:C!>itVifc 

Ritrfffc, R f tt©KV>#<BAft*tt* ( R f 
0.38 ; ^;V*a«->U*y;UTLC^U-h Ar 
t . 5 7 1 5 : *BX*\fr= 3:1) 3 . 7 g 

(5 3%) Rfi©f^2*Stt* (R f , 0 . 3 2 ; 
A*tf> : gf»X^;l/3 : 1) 2.0 g (2 9X) 

MASS: CI (Pos.) m/e ; 2 8 7 (MH + ) 

coo48] % % m 3 

(1S.2S.3R) - 1 -7-feh*5/-2, 3- HV 
yDbfUx>x^*v) -4- [1- Wh+^f* 
X?Jl/] -4 - $/£n^>x>0£j£ : ^jffifl 
2T#Stt&te«&*T*5 (2S,3S,4S) -2,3 

- Kyyntrux>^^*v) -4- [l- G*h* 
5/* WW"* 5") X^;W -4-7irh*v- 5 

□ ^>-r> (R f ft®ftV^ (R f = 0. 3 2) (Dft;<S 
&) 1.55g (54.2mmol) £&7fcTHF50m 
IfNCftlA, S&KPdCli (CH 3 CN)2 7 1mg 
(0.27mmol)Stfl,4 -^>7*/> 2 3 5 
mg (2. 1 7mmo 1) *tVk.T7 )V3>tiZgm% 

a*t-75y^as/u*y;b*5A (->u*y* 10 

0g, ^*1*>:H«X^=5 : 1) fcr«»U 4 
8 4mg (3 1%) ©S/Dy^RttJItLrMfl:^* 
Sftfc. Sfc6 9 2mg (4 5%) OtB^M^^0iR 

MASS : FAB (Pos.) m/e ; 2 8 7 (MH + ) 
[0 04 9] m ft W 4 

(is,2s,3R) -2,3- My^euf>yt 
*v) -4- [1- h*y^ x^;W 

- 1 -h FD+y-4- v^D^>x>©-&J* : ±£H 
J6W3r^^nfc (1S.2S.3R) -1-7* Mr* 
-2,3- Hy^DKU^mM -4- [1 - 

(* h+SoWkj-**) x*-;w -4-v^d^>x 

> 44 0mg (1.54mmol) £10mlCQ*;M 
^/-JMCflgfcU teMMfc&U** 4 2 5mg (3. 
0 8mmo 1) Sjftfcr5. 5»|fflJH*L&. 

KfttttlftETMIU ?DD*Ml00mlft«t 
U *lft*T«*ft, ^DD*JUA)l£7:y h*V> I 

pstt«rata«. «sT»«ufc. #6n&»itft 

tf>:»»X^=3 : 1) CtiBU 3 4 6mg 
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(9 2%) ©->D^^R«||tLrftHift^»S#t. 
MASS : FAB (Pos.) m/e ; 24 5 (MH + ) 
[0 0 5 0] *Jfi 5 

(1 S, 2 S, 3R) - 1 - [ (p- h)VX>Z)l#- 

M **v] -2,3- My^oi;ijT>?**-» 

-4- [1- W^y^W+y) X^;W -4- 
^□^>f : ±E*ifl4Tff& (IS, 2 

S.3R) -2,3- MV^DKUf>?*+'» -4 
- [1- Wh+^WWtS/) ifM -1-tH 
i0 D+«>-4->?D^>t> 3 13mg (1.2 9mm 
ol) ftfefcttft^l/^m 1 *K:Jf#;*i*\ p-h 
)lX>X)V#~)l9Uy'( H 4 8 9mg (2.5 7mm 
o 1) &tf HJX3-;l/75> 715/zl (5. 1 4mm 
o 1) «D*. •*l/T2HHI*«ICTai*Lt. E 
JHKC*2 0ml SiW A, *^PD*M50ml 
*HDitr»«U #«SB£7!y^v> IpstilCT 

yyi'n.nyk (f>U^y;P 4 0g, 
X^;P=5 : 1) fcr*«U i/Dy^R*fttUr3 
20 8 2 m g CD*«t £4& £f»£. 
[0 0 5 1] 

MASS : FAB (Pos.) m/e ; 3 9 9 (MH + ) 
H 1 -NMR (CDC la) 6 ; 7. 8 6 (d) , 7. 3 3 

(d) ,5.61 (s) , 5. 2 0 (m) , 4. 8 5 (d) , 
4.7 2 (t) , 4. 5 9 (q) , 4. 4 6 (q) ,3.3 4 

(s) ,2.45 (s) , 1.4 0- 1.2 5 (m) 

[0052] mmm 6 

2', 3' -O-^fVynf 'Jf>-6' -C-*^)V- 
6'-0- Wh + S/^JM -3-r71f^^^/v 
30 >A©^ : 3-x71f7x-> 2 0 2mg (1.5m 
mol) £&*DMF 2m 1 4M£tQ;trat#L&. # 
HTSiftfcrSOX N a H «&*) 7 2.4mg (1. 
5mmol) JSK15-^£>-5 150 

Ml (0.7 5mmo 1) tHOAri»ma»L&. C 
CDSJS&ie, *Jt«6Tffftbyl/-h 3 0 0mg 
. (0. 7 5mmo 1 ) £&*DMF 5.5ml \Z&frL 

tcmmziMZ. 7;w>»xti»im sorer 

8£#bfc. 2»|B«*afcfe£U *JETKJ6**» 
ttbfco *&nfc»ai;:#|fcx5-;i/ 1 0 0m 1 £JD 

x^it7 5r nt> i p s ram met 

A (Art. 9385 - 4 0 g, CHC 1 3 : M e OH : «NH< 
OH=4 0 : 1 : 0. 1) lcr*|«U 1 5 OmgCDg 
mfc&te&ti&tLT&ft. IR$5 5% 
MASS : FAB (Pos.) m/e ; 3 6 1 (MH + ) 

[0053] mmm 7 

6' -C-* 3 -x71f 7 *> A0>£$ : 
±E^i6« 6 T^fc 2 ' , 3* -0--T V^nt:Ux>- 
50 6' -C-**)U- 6' -O- Wh+S'/y/W -3- 

781- 
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x71f*7?/~>>ACD&a& 15 0mg (0.4 2m 
mol) £5M-HC 1 -^^y-JI^** 5m 1 ^\ZM 

9/-)l*mZ, 3@«ET**lsfc«, 
*#U 5 0 Omg<0'>y*y;P^iR»S13:T77y^ 
a^U*y**5A (Art. 9385- 1 0 g, CHCh: 
M e OH : SNH4 OH= 6 5:2 5:2 ICT^ffl) K 



®$I¥4-3 2 7 5 8 7 
TIM Is. 1 0 0 m g OWMtt i %®*fe&t LTntc. 

[0 0 54] 

MASS : FAB (Pos.) m/e ; 2 7 7 (MH + ) 
NMR; (CDsOD) <5 ; 8 . 1 7 (s) ,7.65 

(d) , 7. 0 9 (d) , 5. 9 6 (s) , 5. 4 2 (m) , 
4.62 (d) ,4.56 (q) ,4.16 (t) ,1.44 

(d) 
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